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[000 1] 

*tS«fa«r57' -f ^:?-/H83?tt(cW-f £ . 
[0002] 

[tfefc^&ffi] 7T-T i^-zUiin vitro-CttWKStt 

gfttfin vivo tdUV^TfefiUMfffittSrSI-it 
HX^i (^¥4-226991) . 
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* [ 0 0 0 7 ] & 5 . 

[0008] ±i£H8:£ ( 1 ) fcJswc. Ri »JfR* 

[ 0 0 0 9 ] «fi*U:R' RISR* OTi'/Ugfc LT 
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[ooioimatfcxo/Noyyasturtts 

. [0 0 1 1 ] SMLt:X(7)im7Jl3*i'&tLTI l i. 

[0012] *fMB<ofl:^ft ( l ) (cfi. Sttxx«<ts 

[0013] aWH|jc**^«A*WWffl:^«&jaTfc 
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[0017] 10 Ut4] 

u&wm&Mm ( i ) m* , .. 
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[0019] *^Bflc^-fb^I ( 1 ) «. &*Kfc&to 

( 2 ) T* 6 7 r -f U 3 -^XJii'T t -r y 3 - 

[0020] ®ffl£*U>Kfc LTfcL Si!. IWfc** 

[0021] mztihimmt lxi±. ssh. *. * 

[0022] BGfflfttt- 1 0°C?)%.4 O'CX'f) "3 s # ' 
[0023] RJSBSBBifcA*. RiGiB*¥fcJ: Ofcfc 
B#ra^8B$IST-J)S. 

[0024] RfcfcTft. ifWt&Wi. ftffi. 
[0025] *^Hfl£7)^^tl ( 1 ) WHmt 1>T 

a. mm. mm. ar^ium. wm\. mmt<it 

fcxhimu&s-zmhzktfx-th. ztn><?>m\ 
a. mm. &%m. mm. mtm. $&m. «*» 

ttfflSttifBR. mmizX *)Wj:lifi 1 B 1 ~2 0 Oog 
VOL. ttStti 1 B 1 ~ 1 0 OnriMfcailHKAfcttL 
X . 1 B 1 HXttftGI WHt T - & i t ifiV* h . ' • 

[0026] w.Tizmm*m. *5wi£3ifca#» 

[0027] 


* 5 ^ 7 no - 6 - ( 7 - ? no - 8 . 1 6 - i>.b 4 Kn^f- 

. v-2-^y-3. s'-^yf^yx-^i 
20 V^yy®-//-^? hy •'• ' . '• '• 

7T-f i^n-/K5.50g) COl . 4-x^'-ty(165ml') 
1 »SafflR(ffi.3tal) £»JtSfiTMlSISB«f Lit 

■'3?ATiSI^3*fcatiH6if-;l'tjSBES*l,. yj 
^ y/k# 7A?R7b/77^-( 230—400 mesh ^ 'J 
*»2 5 g. ^dfty :"SKXf-/l'= 1 : 2(-T^ 

"SB) fcriOfflWHLfc. fSMufcffl*S**a!ffltf7A 

?n?h^77-(- (t*7-ffX?aS!. Cosmosil 7 
30 .5 Cis-OPN . *=X?J-)V8 : 2~7 :..3rjgaj) 

, 9. S£Wfc#fe(319ing)£#*:. (PM'l 1 5-1 £ 

■^;i>p) ; .-. ' t . .. y:-^^-; 

•• NMfi h;l^(40()MHz,DMSI^d6)> P pm'i ( 1.37(3H',d,J=.' 

•6.4Hz).1.79-1.95(2H,m),3.60OH,d.J=16!0Hz),3.^(r 
■ H.i),4.03(lH,d,J=16.0Hz),5.10(lH,dd,J=10.i,5.0Hz), 
' • 5. 28 ( 1H, m) , 5. 44 (lH.'m) , 5.'78(1H , m) , 6. 03 (1H . d , J=16. 1H 

' ! z) , 6. 26 (1H , m) 6. 56(lH, sj', 7. 12 ( 1H . dd ,'j=16.1 Vl 1 . 2H ■'. 

• '■• z),io.n(iH,s).io.56(iH ( 's)' ' .' - ; ' ' ' 

40 [0 0 28] imm2) ' • ..'.v .;.'•*' ' ■ )\' 
5-?oo-6- (8. io-xtHndf^-7-^h 

•; ^^-2-^y-3,-5-'7yT*>''x£;i/) - 

7rV^n-;Ki34mg) O^^y-yK2.50nil)}t?gt 1 
' S£«K(1.10il)frAi^£j|-C2. 25$fffl¥ffiUz 

■ &. Rfmiz^itaixmrn^^x-mmitz. 
nm&m*&&fcx-mi. ^mti- h y ^at-^ 

5rv- | My;kH-|X?iii^nvb^7 7-f- (20cmX20c 
50 m.0.5mm)f , ?dd*;|/A : ^^/-/l^= 1 5 : IT'S 
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BR. H&Xf-^ : 10:1 vmtii) (Cj: 0 

7 4 — (20x250mm Cosmosil 5C18-AR, yfc : 7-feh--h 

U;U=8 : 2T'^{t}) fcj: 0 SWC^ ( 6mg) 

fc. Mfcjgaj (* : T-fe hr. h «JyU= 7:3) £3^t6 

<r 1 1 J: *)9mm 1 cog&<rtb£*(i4mg) i>#*>-i£T»£> 

fife. 

[0029] NMR X*i.7 h/M270MHz,CD30D, Sppm) : 1. 
47(3H,d,J=5.9Hz),1.86-1.96(2H.m).3.16(3H,s),3.77(l 

H, d > J=16.2Hz),3.90(lH,ni) > 4.33(lH,d,J=16.2Hz),4.44 
(lH.dd.J=7. 9.5.9Hz), 5.45(1H,g). 5. 74(lH,n),5.94(lH. 
d,J=16.1Hz).6.33(lH,m) > 6.42(lH,s),7.34(lH,dd,J=16. 

I, 11.2Hz). 

[00 30 J (StJfcft3) 

5-?dd-6- (7, 8. 1 O-b'J t 
-tf*y-3. 5-->yf^xX^;U) -/S-uyVl'v 

5f< :x:3-/K520rag) <01, ( 5 

ml- 3ml ) SSfc*JfrT7 0 (0. 35ml ) Jpx. 

^77 -f- (?nn*/WA : 1 5 : i xig 

[0031] NMR h;K270MHz.CD30D. ffppm) : 1. 

46 (3H, d , J=5. 9Hz) , 1 . 85 (1H, m) , 2. 12(1H, m) , 3 . 65 (1H , m) . 
3. 91 (1H. d, J=15. 8Hz) . 4 . 49-4. 61 (2H , □) , 5. 46 (1H, m) , 5. 
89^.<M(2H,o),6.14(lH,t,,J=10.6Hz),6.46(lH,s).7.39 
(lH,dd.J=15.8,10.6Hz) . 

[0032] (mw\4) 

2, 4-0-^Hh^;P-5-;na-6- (7- 
?dd-8, 1 O-xt Ko=>f j^-2-^y-3 , 5. 
ft : Jx.-iv ) 4- /3 - uy*/^ ^i- w -7^h 

14.1 M/l^f -f i/3-;K6.10 

g) 9)1. 4-^*^>'(7lBl)»«[fc:i 2«3©1»(6. 
05ml ) £Jp * Sffl? 1.5 BSISHSOT LfcflL KfGS^Hl 

7A?D?h?77<- (^^f^y : lt$?Xf-n^=4 : 

lf®x-f;k 'v^-fry-fifl^f-uy) izX^W 
H L , B Wfltett (536mg) £ ££E# t LTftfc . 
[ 0 0 3 3 ] NMR X'*? H;K400MHz,CDCl3, Sppm) : 0. 
88(6H.t,J=6.8Hz),1.21 M.47(48H.m) , 1.48(3H.d, J=6. 
2Hz) . 1 . 57(1H. m) . 1 . 68M . 81 (4H, m) . 1 . 89(1H , m) , 2. 05 (1 
H,m).2.52 ~2.64(4H,ni).3.84(lH > iii).3.94(lH.d.J=15.8 
Hz),4.38(1H.d,J=15.8Hz),5.00(1H.dd,J=l0.l,5.9Hz), 
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5.24(lH,m),5.90(lH.m),6.02(lH,d > J=16.1Hz).6.14(lH. 
t.J=10.4Hz).7.01(lH,s).7.36(lH.n)„ 

[0034] i$mm5) 

2, 4-0-^^1/$ M;U-5-?no-6- (7- 
?no-8, 1 O-yt Fn*v-2-:*3fy-3. 5 
-•>yr^x'x-yi/) -j3-uy'/i/^ySE-M-7^ h 
y 

^y-lfcKx^&tf^r^y-mft.x^y) tck o 

ffSiU IWfl:^(432mg) fcSfiElttfc LT#*:. 
[ 0 0 3 5 ] NMR h/K400MHz.CDCl3. Sppm) : 0. 

88(6H,t.J=6.8Hz) , 1. 18 ~1.48(48H,ni) ,1.50(3H,d. J=6. 
2Hz),1.58(lH.m),1.68M.82(4H,ni),2.02(lH l m), 2.12(1 

H. m),2.53 ~2.66(4H.m),3.93(lH,d.J=16.1Hz),3.93 ~~ 
4.02(lH 1 m),4.32(lH,d,J=16.1Hz),4.97UH.dd,J=9.5,6. 
6Hz),5.52(lH.m),5.78(lH,in).6.03(lH,d.J=16.2Hz).6.2 
2(lH,m) > 6.95(lH,dd,J=16.2.11.0Hz).7.01(lH,s). 

20 [0036] 

[0037] z.tikomm±, mmmrnvfimxim 
[0038] *ftw<r)iti5®i<r>wm ftomwtfm 

30 [0039 3 B|H=) S 9 6JtOTJS^ ^a^-f^-ru 
- h (NUNC) {CRERF-LC-MA ( b h MS ) 3 X 10 2 cells h 

I. VMiKU-2 (t hW-lg) 5 X10 2 cells $ 1 OOxd <7) 
SWK (*§*$ : FCS 1 0%*tjRPMl-1640 ) fc LT}f 
*. 3 7«C, 5%C02 TT2 4l»BU»Lfc. 

KHMl:****tf i o Ojwi vttim&tai . 3 7-c. 

5%C02 T-C4 8B«a««Lfc. ^2 0 0^tl 
«T3Bfift-3TWIIHfc^ft*li(*. 3 7-C. 5%C&2 T 
T-9 6^t§»L^. *<o«. 1 mg/kg c?)m [ 3 - 
(4, 5-^f-;U-2-f-TV' i ;;l') -2. 5-x7 
40 x-^fh^/'J^yQSK. HCft^BfSEBf] SBK 
2:5 0//l KB*. 3 7"C, 5%C0 2 Tt'4^ISI««ft. 
±»^^#. 1 50//1 <7)ls*1-)VX)\/-fr*i'Y*\h. 

tnz-tfc.. z<mms.<rMitoM zmfcthztizkr) 

®^SfcJt«[-r-I.Ci:CJ: l 35Sififla* (%) 
^?7fciJ: iJ5 0«HJBflBi*JM!-r*ai« (ICsoffl) 
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